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AB N-Heterocyclylindolecarboxamides I (R1,R4,R6 = H, alkyl; R2,R3 = H, alkyl, 
alkoxy, alkanoyloxy, OH, halo; R5 = H, halo, Z = O, S, bond; n = 1,2; m, k 
= 1-3) were prepd. Thus, 5-acetoxy-2-methylindole-3-carboxylic acid was 
converted to its acid chloride and treated with 4 -amino- 1- 

phenethylpiperidine to give carboxamide II (R7 = Ac) . This was sapond. to 
give II {R7 = OH) (III) . Ill inhibits 5 -lipoxygenase with an IC50 of 0.44 
.mu.M and I are more effective cardiotonics than ouabain. 
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AB The title compd. 5- [ (4 -piperidinyl) methoxy 3 -2- 

indolecarbonyl-2 (S) -phenylsulf onylamino- .beta. -alanine (I) was 

prepd. and formulated. The compd. is useful in inhibiting the binding of 

fibrinogen to blood platelets, inhibiting the aggregation of 

blood platelets, or treating or preventing thrombus or embolus formation. 

Thus, 5-hydroxyindole-2-carboxylic acid was converted to the Me ester, 

which underwent Mitsunobu etherif ication with N-Boc-4- 

piperidinylmethanol (DEAD, PPh3 , in THF) , followed by partial 

hydrolysis using LiOH.H20, to give 5 - [ (4 -N-Boc-piperidinyl 

) methoxy] -2 -indolecarboxylic acid. This was condensed with Et 

2 (S) -[ (phenylsulf onyl) amino] -3- aminopropionate . HCl in the presence of 

HOBT, NMM, and EDC in DMF, followed by deesterif ication and removal of the 

BOC group, to give I. In a platelet aggregation test in 

monkeys, I was nearly twice as potent as the analog with a 

piperidinylethoxy group instead of a piperidinylmethoxy 

group . 
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5- [ (4-piperidinyl) methoxy] -2 -indolecarbonyl 

-2 (S) -phenylsulfonylamino- .beta. -alanine (I), useful in inhibiting the 

binding of fibrinogen to blood platelets, inhibiting the 

aggregation of blood platelets, treating thrombus formation or 

embolus formation, or preventing thrombus or embolus formation in a 

mammal, was prepd. and formulated. Thus, esterif ication of 

5-hydroxyindole-2-carboxylic acid followed by reaction of the resulting Me 

ester with N-Boc-4-piperidinylmethanol in the presence of DEAD 

and PPh3 in THF, hydrolysis of the intermediate with LiOH.H20, reaction of 

5- [ ( 4 -N-Boc-piperidinyl) methoxy] -2 -indolecarboxylic 

acid with Et 2 (S) -phenyl sulfonylamino- 3 -aminopropionate . HCl in the 

presence of HOBT, NMM and EDC in DMF, deesterif ication and removal of the 

BOC group afforded I which is effective at 0.005-10 mg/kg/day. 



